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Claims: 




1 . The use 6f a compound of the formula I: 




VAT 

10 \ 

\ (I) 
wherein: \ 

ring C is an 8, 9, 10, 12 or 13-memberVd bicyclic or tricyclic moiety which moiety may be 
1 5 saturated or unsaturated, which may beWomatic or non-aromatic, and which optionally may 
contain 1-3 heteroatoms selected independently from O, N and S; 
Z is -O-, -NH-, -S-, -CH 2 - or a direct bondH 
n is an integer from 0 to 5; JPv 
m is an integer from 0 to 3; \ 
20 R 2 represents hydrogen, hydroxy, halogeno, cy&no, nitro, trifluoromethyl, C,_ 3 alkyl, C,„ 

3 alkoxy, C,. 3 alkylsulphanyi, -NR 3 R 4 (wherein r\ and R 4 , which may betfhe same or different, 
each represents hydrogen or C N3 alkyl), or R 5 X'- (wherein X' represents a direct bond, -O-, - 
CH 2 -, -OC(O)-, -C(O)-, -S-, -SO-, -S0 2 -, -NR'cA-, -C(0)NR\ -S0 2 NR\ -NR 9 S0 2 - or - 
NR 10 - (wherein R 6 , R 7 , R 8 , R 9 and R 10 each independently represents hydrogen, C,. 3 alkyl or C,. 
25 3 alkoxyC 2 _ 3 alkyl), and R 5 is selected from one of the following twenty-two groups: 

1) hydrogen, oxiranylC M alkyl or C,. 5 alkyl which may\be unsubstituted or which may be 
substituted with one or more groups selected from hydioxy, fluoro, chloro, bromo and amino; 

2) C,_ 5 alkylX 2 C(0)R n (wherein X 2 represents -O- or -NR 12 - (in which R 12 represents 
hydrogen, C,. 3 alkyl or C U3 alkoxyC 2 _ 3 aIkyl) and R" represents C,_ 3 alkyl, -NR ,3 R 14 or -OR 15 

30 (wherein R 13 , R' 4 and R ,s which may be the same or different each represents hydrogen, C, 
5 alkyl or C,_ 3 alkoxyC 2 _ 3 alkyl)); \ 




WO 00/47212 



PCT/GBOO/00373 



316- 



3) C,. 5 alkylX^R 16 (wherein X 3 represents -0-, -S-, -SO-, -S0 2 -, -OC(O)-, -NR"C(0)-, - 
C(0)NR' 8 -, -Sfo 2 NR'»-, -NR 20 SO 2 - or -NR 21 - (wherein R' 7 , R 18 , R 19 , R 20 and R 2 ' each 
independently represents hydrogen, C,. 3 alkyl or C^alkoxyCj.jalkyl) and R 16 represents 
hydrogen, C,. 3 alkVl, cyclopentyl, cyclohexyl or a 5-6-membered saturated heterocyclic group 
with 1-2 heteroatofhs, selected independently from O, S and N, which C,. 3 alkyl group may 
bear 1 or 2 substituehts selected from oxo, hydroxy, halogeno and C M alkoxy and which cycli< 
group may bear 1 or isubstituents selected from oxo, hydroxy, halogeno, cyano, C,. 
4 cyanoalkyl, C M alkyl, C.^hydroxyalkyl, C M alkoxy, C M alkoxyC M alkyl, C M alkylsulphonylC, 
4 alkyl, C^alkoxycarbonVl, C M aminoalkyl, C M alkylamino, di^^alky^amino, C,. 
4 alkylaminoC )J| alkyl, di(a^alkyl)aminoC M alkyl, C M alkylaminoC M alkoxy, di(C,. 
4 alkyl)aminoC M alkoxy and a group -(-0-)i(C M alky]) s ringD (wherein f is 0 or 1, g is 0 or 1 
and ring D is a 5-6-memberdd saturated heterocyclic group with 1-2 heteroatoms, selected 
independently from O, S and J^, which cyclic group may bear one or more substituents 
selected from C M alkyl)); 

4) C l . 5 alkylX"C l . 5 alkylX 5 R 22 (whWein X 4 and X 5 which may be the same or different are each - 
0-, -S-, -SO-, -SO,-, -NR 23 C(0)-Jt*(0)NR 24 -, -S0 2 NR 25 -, -NR 26 S0 2 - or -NR 27 - (wherein R 23 , 
R 2 \ R 23 , R 26 and R 27 each independently represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) 
and R 22 represents hydrogen, C,. 3 alkVl or C,. 3 alkoxyC 2 . 3 alkyl); 

5) R 28 (wherein R 28 is a 5-6-membered saturated heterocyclic group (linked via carbon or 
nitrogen) with 1-2 heteroatoms, selected independently from O, S and N, which heterocyclic 
group may bear 1 or 2 substituents selected from oxo, hydroxy, halogeno, cyano, C,. 
4 cyanoalkyl, C M alkyl, C^hydroxyalkyl, CUalkoxy, C M alkoxyC,^alkyl, C. _4 alkylsulphony 1C , . 
4 alkyl, C.^alkoxycarbonyl, CMaminoalkyl, C M alkylamino, di(C M alkyl)amino, C,. 
4 alkylaminoC M alkyl, di(C M alkyl)aminoC M aWyl, C 1 . 4 alkylaminoC,. 4 alkoxy, di(C,. 
4 alkyl)aminoC M alkoxy and a group -(-O-^C.Wyl^ringD (wherein f is 0 or 1, g is 0 or 1 
and ring D is a 5-6-membered saturated heterocyclic group with 1 -2 heteroatoms, selected 
independently from O, S and N, which cyclic groUp may bear one or more substituents 
selected from CMalkyl)); 

6) C,. 5 alkylR 28 (wherein R 28 is as defined herein); 

7) C 2 . 5 alkenylR 28 (wherein R 28 is as defined herein); 

8) C 2 . 5 alkynylR 28 (wherein R 28 is as defined herein); 
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' 29 is as defined herein); 

ents -O-, -S-, -SO-, -SO r , -NR 34 C(0)-, -C(0)NR 35 -, - 



9) R 29 ^wherein R 29 represents a pyridone group, a phenyl group or a 5-6-membered aromatic 
heterocyclic group (linked via carbon or nitrogen) with 1-3 heteroatoms selected from O, N 
and S, whiqh pyridone, phenyl or aromatic heterocyclic group may carry up to 5 substituents 
selected frork hydroxy, halogeno, amino, C M aIkyl, C M alkoxy, C M hydroxyalkyl, C,. 
4 aminoalkyl, a^alkylarnino, C M hydroxyalkoxy, carboxy, trifluoromethyl, cyano, - 
C(O)NR 30 R 3 ', -W 32 C(0)R 33 (wherein R 30 , R 31 , R 32 and R 33 , which may be the same or 
different, each represents hydrogen, C M alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and a group -(-0-) { (C 1 . 
4 alkyl) B ringD (wherein f is 0 or 1, g is 0 or 1 and ring D is a 5-6-membered saturated 
heterocyclic group wkh 1-2 heteroatoms, selected independently from O, S and N, which 
cyclic group may bear tone or more substituents selected from.C M alkyl)); 

10) C,. 5 alkylR 29 (whereinVR 29 is as defined herein); 

11) C 2 . 5 alkenylR 29 (wherein R 29 is as defined herein); 

12) C 2 . 5 alkynylR 29 (wherein^ 

13) C,_ 5 alkylX 6 R 29 (wherein X< 
S0 2 NR 36 -, -NR 37 S0 2 - or -NR 38 
represents hydrogen, C,. 3 alkyl 

14) C 2 . 5 alkenylX 7 R 29 (wherein X 7 represents -O-, -S-, -SO-, -SO,-, -NR 39 C(0)-, -C(0)NR 40 -, - 
S0 2 NR 4 '-, -NR 42 S0 2 - or -NR 43 - (wherein R 39 , R 40 , R 41 , R 42 and R 43 each independently 
represents hydrogen, C,_ 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 

15) C 2 . 5 alkynylX 8 R 29 (wherein X 8 represents -O-, -S-, -SO-, -S0 2 -, -NR 44 C(0)-, -C(0)NR 4S -, - 
S0 2 NR 46 -, -NR 47 S0 2 - or -NR 48 - (wherein R 44 , R 45 , R 46 , R 47 and R 48 each independently 
represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 

16) C^alkylX^CMalkylR 29 (wherein X 9 represents -O-, -S-, -SO-, -S0 2 -, -NR 49 C(0)-, - 
C(0)NR 50 -, -S0 2 NR 51 -, -NR 52 S0 2 - or -NR 53 - (wherein R 49 , R s0 , R 51 , R* and R 53 each 
independently represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined 
herein); \ 

17) C M alkylX 9 C M alkylR 28 (wherein X 9 and R 28 areVs defined herein); 

1 8) C 2 . 5 alkenyl which may be unsubstituted or whichttiay be substituted with one or more 
groups selected from hydroxy, fluoro, amino, C M alkylamino, N,N-di(C M alkyl)amino, 
aminosulphonyl, N-C M alkylaminosulphonyl and N,N-drtC M alkyl)aminosulphonyl; 



tterein R 34 , R 35 , R 36 , R 37 and R 38 each independently 
.,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 
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19) C 2 . 5 aJkynyl which may be unsubstituted or which may be substituted with one or more 
groups seWed from hydroxy, fiuoro, amino, C M alkylamino, N,N-di(C M alkyl)amino, 
ammosulphimyl, N-C M alkylaminosulphonyl and N,N-di(C^alkyl)aminosulphonyl; 

20) C 2 . 5 alkenylX 9 C M alkylR 28 (wherein X 9 and R 28 are as defined herein); 

2 1 ) C^alkynylX'CMalkylR 28 (wherein X 9 and R 28 are as defined herein); and 

22) C l ^alkylR 54 (q, J( alkyl) q (X 9 ) r R 55 (wherein X 9 is as defined herein, q is 0 or 1 , r is 0 or 1 , and 
R 54 and R 55 are eacla independently selected from hydrogen, C,. 3 alkyl, cyclopentyl, cyclohexyl 
and a 5-6-membered\saturated heterocyclic group with 1-2 heteroatoms, selected 
independently from o\s and N, which C,. 3 alkyl group may bear 1 or 2 substituents selected 
from oxo, hydroxy, haldeeno and C^alkoxy and which cyclic group may bear 1 or 2 
substituents selected frorAoxo, hydroxy, halogeno, cyano, C^cyanoalkyl, C M alkyl, C,_ 
4 hydroxyalkyl, C M alkoxy,V: M alkoxyC M alkyl, C M alkylsulphonylC M alkyl, C,. 
4 alkoxycarbonyl, C M aminoilkyl, CMalkylamino, di(C M alkyl)amino, C M alkylaminoC^alkyl, 
di(C M alkyl)aminoC M alkyl, OualkylaminoC M alkoxy, dKCMalkyOaminoC^alkoxy and a 
group -(-0-)i(C M alkyl) B ringD (Wherein f is 0 or 1, g is 0 or 1 and ring D is a 5-6-membered 
saturated heterocyclic group witttJli2-fieteroatoms, selected independently from O, S and N, 
which cyclic group may bear on/or* more substituents selected from C M alkyl), with the 
proviso that R 54 cannot be hydrogem; 

and additionally wherein any C,. 5 alkyV C 2 . 5 alkenyl or C 2 . 5 alkynyl group in R 5 X'- may bear one 
or more substituents selected from hydtoxy, halogeno and amino); 

R' represents hydrogen, oxo, halogeno, hydroxy, C,. 4 alkoxy, C M alkyI, G^alkoxymethyl, C,. 
4 alkanoyl, C M haloalkyl, cyano, amino, CAalkenyl, C 2 . 5 alkynyl, C,_ 3 alkanoyloxy, nitro, C,. 
4 alkanoylamino, C M alkoxycarbonyl, C M alRylsulphanyl, C M alkylsulphinyl, C,. 
4 alkylsulphonyl, carbamoyl, N-C,. 4 alkylcarbamoyl, N,N-di(C,. 4 alkyl)carbamoyl, 

aminosulphonyl,N-C,. 4 alkylaminosulphonyl,VN-di(C M alkyl)aminosulphonyl ) N-(C 1 . 
4 alkylsulphonyl)amino, N-(C M alkylsulphonyl)-M-(C M alkyI)amino, N,N-di(C,. 
4 alkylsulphonyl)amino, a C 3 . 7 alkylene chain joined to two ring C carbon atoms, C,. 
4 alkanoylaminoC,^alkyl, carboxy or a group R 56 X'\ (wherein X'° represents a direct bond, -O-, 
-CH r , -OC(O)-, -C(O)-, -S-, -SO-, -S0 2 -, -NR"C(d-, -C(0)NR 58 -, -S0 2 NR 59 -, -NR 60 SO 2 - or - 
NR 61 - (wherein R 57 , R 58 , R 59 , R 60 and R 61 each independently represents hydrogen, CMalkyl or 
C,. 3 alkoxyC 2 . 3 alkyl), and R 56 is selected from one of tlA following twenty-two groups: 
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1) hydrogen, oxiranylC M alkyl or C,. 5 alkyl which may be unsubstituted or which may be 
substituted\with one or more groups selected from hydroxy, fiuoro, chloro, bromo and amino; 

2) C^alkyDft'C^R 62 (wherein X" represents -O- or -NR 63 - (in which R 63 represents 
hydrogen, cAlkyl or CLjalkoxyC^alkyl) and R 62 represents C,. 3 alkyl, -NR M R 65 or -OR 66 
(wherein R 64 , R^ and R 6 ^ which may be the same or different each represents hydrogen, C,. 
5 alkyl or C,. 3 alkoxyC 2 . 3 alkyl)); 

3) C,. 5 alkylX ,2 R 67 (wherein X' 2 represents -O-, -S-, -SO-, -S0 2 -, -OC(O)-, -NR 68 C(0)-, - 
C(0)NR 69 -, -S0 2 NR ? YNR 7, S0 2 - or -NR 72 - (wherein R 68 , R 69 , R 70 , R 71 and R 72 each 
independently represent hydrogen, C,. 3 alkyl or C^alkoxyC^alkyl) and R 67 represents 
hydrogen, C,. 3 alkyl, cyclopentyl, cyclohexyl or a 5-6-membered saturated heterocyclic group 
with 1-2 heteroatoms, selected independently from O, S and N, which C,. 3 alkyl group may 
bear 1 or 2 substituents selected from oxo, hydroxy, halogeno and C^alkoxy and which cyclic 
group may bear 1 or 2 substituents selected from oxo, hydroxy, halogeno, cyano, C,. 
4 cyanoalkyl, CMalkyl, C M hydrowyalkyl, C M alkoxy, C^alkoxyC^alkyl, C M alkylsulphonylC,. 
4 alkyl, C M alkoxycarbonyl, C^arAinoalkyl, C.^alkylamino, di(C M alkyl)amino, C,. 
4 alkylaminoC,^alkyl, di(C M alkyl)a^nW6 M alkyl, CMalkylaminoC^alkoxy, di(C,. 
4 alkyl)aminoC M alkoxy and a grou£ -fl-O-MC^alkyOgringD (wherein f is 0 or 1, g is 0 or 1 
and ring D is a 5-6-membered saturates heterocyclic group with 1 -2 heteroatoms, selected 
independently from O, S and N, which cyclic group may bear one or more substituents 
selected from C M alkyl)); 

4) C 1 . 5 alkylX l3 C,. 5 alkylX M R 73 (wherein X ,3 Wi X 14 which may be the same or different are 
each -0-, -S-, -SO-, -S0 2 -, -NR 7 "C(0>, -C((W. 75 -, -SO z NR 76 -, -NR 77 SO z - or -NR 78 - 
(wherein R 74 , R 75 , R 76 , R 77 and R 78 each independently represents hydrogen, C,. 3 alkyl or C,. 
3 alkoxyC 2 . 3 alkyl) and R 73 represents hydrogen, G,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl); 

5) R 79 (wherein R 79 is a 5-6-membered saturated heterocyclic group (linked via carbon or 
nitrogen) with 1-2 heteroatoms, selected independently from O, S and N, which heterocyclic 
group may bear 1 or 2 substituents selected from oxb, hydroxy, halogeno, cyano, C,. 
4 cyanoalkyl, C M alkyl, C M hydroxyalkyl, CMalkoxy, C^alkoxyC^alkyl, C M alkylsulphonylC,. 
4 alkyl, CMalkoxycarbonyl, C^aminoalkyl, C^alkylamino, di(C M alkyl)amino, C,. 
.alkylaminoC^alkyl, di(C M alkyl)aminoC M alkyl, C^alkylaminoC^alkoxy, di(C,. 
^IkyOaminoC^alkoxy and a group -(-O-^C^alkyl^ringD (wherein f is 0 or 1, g is 0 or 1 
and ring D is a 5-6-membered saturated heterocyclic group\with 1-2 heteroatoms, selected 
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independently from O, S and N, which cyclic group may bear one or more substituents 
selected worn C M alkyl)); 

6) C,. 5 alkyJR 79 (wherein R 79 is as defined herein); 

7) C^alkenVlR 79 (wherein R 79 is as defined herein); 

8) C 2 .jalkynylR 79 (wherein R 79 is as defined herein); 

9) R 80 (whereiAR 80 represents a pyridone group, a phenyl group or a 5-6-membered aromatic 
heterocyclic groVip (linked via carbon or nitrogen) with 1-3 heteroatoms selected from O, N 
and S, which pyriMone, phenyl or aromatic heterocyclic group may carry up to 5 substituents 
selected from hydroxy, halogeno, amino, C M alkyl, C M alkoxy, C , ^hydroxy alkyl, C,. 
<aminoalkyl, C M alkyWiino, C M hydroxyalkoxy, carboxy, trifluoromethyl, cyano, - 
C(0)NR 8, R 82 , -NR 83 cV>)R 84 (wherein R 81 , R 82 , R 83 and R 8 \ which may be the same or 
different, each represents hydrogen, C M alkyl or C,. 3 alkoxyC 2 .,alkyl) and a group -(-O-KC,. 
4 alkyl) g ringD (wherein f i\ 0 or 1, g is 0 or 1 and ring D is a 5-6-membered saturated 
heterocyclic group with 1 -^heteroatoms, selected independently from O, S and N, which 
cyclic group may bear one o\ more substituents selected from C,. 4 alkyl)); 

10) C,. 5 alkylR 80 (wherein R 80 rsAas defined herein); 

11) C 2 . 3 alkenylR 80 (wherein RTiSas defined herein); 

12) C 2 . s alkynylR 80 (wherein R 8 * iV as defined herein); 

13) C,. 5 alkylX l5 R 80 (wherein X' 5 represents -O-, -S-, -SO-, -S0 2 -, -NR 85 C(0)-, -C(0)NR 86 -, - 
S0 2 NR 87 -, -NR 88 S0 2 - or -NR 89 - (wherein R 85 , R 86 , R 87 , R 88 and R 89 each independently 
represents hydrogen, C,. 3 alkyl or C,. 3 a^koxyC 2 . 3 alkyl) and R 80 is as defined herein); 

14) C 2 . 5 alkenylX ,6 R 80 (wherein X 16 represents -O-, -S-, -SO-, -S0 2 -, -NR 90 C(O)-, -C(0)NR 91 -, 
-S0 2 NR 92 -, -NR 93 S0 2 - or -NR 94 - (wherei\ R 90 , R 91 , R 93 , R 93 and R 94 each independently 
represents hydrogen, C,. 3 alkyl or C,. 3 alkoxVC 2 . 3 alkyl) and R 80 is as defined herein); 

15) C 2 . 5 alkynylX ,7 R 80 (wherein X 17 represents -O-, -S-, -SO-, -S0 2 -, -NR 95 C(0)-, -C(0)NR 96 -, 
-S0 2 NR 97 -, -NR 98 S0 2 - or -NR 99 - (wherein R 9 W\ R 97 , R 98 and R" each independently 
represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 ialkyl) and R 80 is as defined herein); 

16) C M alkylX l8 C M alkylR 80 (wherein X' 8 represents -O-, -S-, -SO-, -SO r , -NR ,00 C(O)-, - 
C(0)NR 101 -, -S0 2 NR 102 -, -NR ,03 SO 2 - or -NR 104 - (vierein R' 00 , R' 01 , R 102 , R' 03 and R 104 each 
independently represents Ir/drogen, C,. 3 alkyl or C,.AlkoxyC 2 .,alk.yl) and R 80 is as defined 
herein); \ 

1 7) C M alkylX ,8 C M aIkylR 79 (wherein X' 8 and R 79 are a\defined herein); 
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1 8) C 2 .Alkenyl which may be unsubstituted or which may be substituted with one or more 
groups selected from hydroxy, fluoro, amino, C M alkylamino, N^-d^C^alkyOamino, 
aminosulphbnyl, N-C M alkylaminosulphonyl and N,N-di(C M alkyl)aminosulphonyl; 

19) C 2 . 5 alkynM which may be unsubstituted or which may be substituted with one or more 
groups selecteoNfrom hydroxy, fluoro, amino, C M alkylamino, N,N-di(C M alkyl)amino, 
aminosulphonyl,N-C M alkylaminosulphonyland N,N-di(C M alkyl)aminosulphonyl; 

20) C 2 . 5 alkenylX 18 Cy^alkylR 79 (wherein X ,s and R 79 are as defined herein); 

21) C 2 .5alkynylX l8 c\alkylR 79 (wherein X ,s and R 79 are as defined herein); and 

22) C M alkylR ,05 (C M a)kyl) x (X ,8 ) y R U)6 (wherein X 18 is as defined herein, x is 0 or 1, y is 0 or 1, 
and R 105 and R 106 are each independently selected from hydrogen, CMalkyl, cyclopentyl, 
cyclohexyl and a 5-6-merrtbered saturated heterocyclic group with 1 -2 heteroatoms, selected 
independently from O, S ancl N, which C,_ 3 alkyl group may bear 1 or 2 substituents selected 
from oxo, hydroxy, halogenoVnd C M alkoxy and which cyclic group may bear 1 or 2 
substituents selected from oxojhVdrpxy, halogeno, cyano, C M cyanoalkyl, C M alkyl, C,. 
4 hydroxyalkyl, CMalkoxy, C M ^»ExyC M alkyl, C M alkylsulphonylC M alkyl, C,. 
<alkoxycarbonyl, C M aminoalkyl, Q^alkylamino, di(C Iwl alkyl)amino, C M alkylaminoC,. 4 alkyl, 
di(C M alkyl)aminoC |Jl alkyl, C M alkykminoC M alkoxy, di(C^alkyl)aminoC M alkoxy and a 
group -(-0-VC M alkyl) g ringD (whereiW is 0 or 1, g is 0 or 1 and ring D is a 5-6-membered 
saturated heterocyclic group with 1-2 heteroatoms, selected independently from O, S and N, 
which cyclic group may bear one or mord substituents selected from C M alkyl) with the 
proviso that R 105 cannot be hydrogen); \ * 

and additionally wherein any C,. s alkyl, C 2 . s a>lkenyl or C 2 . 5 alkynyl group in R 56 X'°- may bear 
one or more substituents selected from hydroxy, halogeno and amino); 
or a salt thereof in the manufacture of a medicament for use in the production of an 
antiangiogenic and/or vascular permeability reducing effect in warm-blooded animals such as 
humans. \ 



2. The use of a compound of the formula k according to claim 1 : 
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H 

(I) 



wherein: \ 

ring C is a 9-10-member^d bicyclic moiety which may be saturated or unsaturated, which may 
be aromatic or non-aromat\c, and which optionally may contain 1 -3 heteroatoms selected 
independently from O, N anii S; 
Z is -O-, -NH-, -S-, -CH 2 - or aVlirect bond; 

R' represents hydrogen, oxo, hafbgeno, hydroxy, C M alkoxy, C M alkyl, C M alkoxy methyl, C,. 
4 alkanoyl, C M haloalkyl, cyano, aAino, C 2 . 5 alkenyl, C 2 . 5 aikynyl, C,_ 3 alkanoyloxy, nitro, C,_ 
4 alkanoylamino, C^alkoxycarbonyl^C^alkylsulphanyl, C^alkylsulphinyl, C,. 
4 alkylsulphonyl, carbamoyl, N-C M alk\lcarbamoyl, N,N-di(C M alkyl)carbamoyl, 
aminosulphonyl, N-C M alkylaminosulpHonYl, N 5 N-di(C,^alkyl)aminosulphonyL N-(C,_ 
4 alkylsulphonyl)amino, N<C M aIkylsuIphto^N-(^ N t N-di(C,. 
4 alkylsulphonyl)amino or a C 3 _ 7 alkylene c/iettn joined to two ring C carbon atoms; 
n is an integer from 0 to 5 ; \ 

m is an integer from 0 to 3; \ * 

R 2 represents hydrogen, hydroxy, halogeno, cyario, nitro, trifluoromethyl, C,_ 3 alkyl, C,_ 
3 alkoxy, C,. 3 alkylsulphanyl, -NR 3 R 4 (wherein R 3 and R\ which may be the same or different, 
each represents hydrogen or CMalkyl), or R 5 X'- (whWein X 1 represents a direct bond, -O-, - 
CH 2 -, -OC(0)-, -C(O)-, -S-, -SO-, -SO r , -NR 6 C(0)- 5 V;(0)NR 7 -, -SO,NR 8 -, -NR 9 S0 2 - or - 
NR'°- (wherein R\ R 7 , R 8 , R 9 and R 10 each independently represents hydrogen, C,. 3 alkyl or C,_ 
3 alkoxyC 2 . 3 alkyl), and R 5 is selected from one of the following twenty-one groups: 

1) hydrogen or C,. 5 alkyl which may be unsubstituted or whfch may be substituted with one or 
more groups selected from hydro>" fluoro and amino; \ 

2) C N5 alkylX 2 C(0)R" (wherein X J represents -O- or -NR' 2 - (inWhich R 12 represents 
hydrogen, C,_ 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R n represents CAalkyl, -NR 13 R U or -OR 15 
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(wherei\R 13 , R 14 and R 15 which may be the same or different each represents hydrogen, C,_ 
3 alkyl or C^alkoxyC 2 _ 3 alkyl)); 

3) C,. 5 alkyIxV 6 (wherein X 3 represents -O-, -S-, -SO-, -S0 2 -, -OC(O)-, -NR l7 C(0)-, - 
C(0)NR 18 -, -S<W'\ -NR 20 SO 2 - or -NR 21 - (wherein R ,? , R 18 , R' 9 , R 20 and R 21 each 
independently represents hydrogen, C,_ 3 alkyl or C.^alkoxyC^alkyl) and R 16 represents 
hydrogen, C,_ 3 alkyl, dyclopentyl, cyclohexyl or a 5-6-membered saturated heterocyclic group 
with 1-2 heteroatoms, selected independently from O, S and N, which C,_ 3 alkyl group may 
bear 1 or 2 substituents selected from oxo, hydroxy, halogeno and C M alkoxy and which cyclic 
group may bear 1 or 2 substfUients selected from oxo, hydroxy, halogeno, C^alkyl, C,_ 
4 hydroxyaIkyl and C M alkoxy)\ 

4) C^alkylX^^alkylX^ 22 (wherein X 4 and X 5 which may be the same or different are each - 
O-, -S-, -SO-, -S0 2 -, -NR 23 C(0)-,\:(0)NR 24 -, -S0 2 NR 25 -, -NR 26 S0 2 - or -NR 27 - (wherein R 23 , 
R 24 , R 25 , R 26 and R 27 each independently represents hydrogen, C,_ 3 alkyl or C,_ 3 alkoxy Chalky I) 
and R 22 represents hydrogen or C,_ 3 alkyT); 

5) R 2S (wherein R 28 is a 5-6-membered saturated heterocyclic group (linked via carbon or 
nitrogen) with 1-2 heteroatoms, selected independently from O, S and N, which heterocyclic 
group may bear 1 or 2 substituents selected ffi&m oxo, hydroxy, halogeno, cyano, C r _ 
4 cyanoalkyl, C M alkyl, C^hydroxyalkyl, C,_ 4 alkoxy, C^aikoxyC^alkyl and C,. 
4 alkylsulphonylC,_ 4 alkyl); \ 

6) C,_ 5 aikylR 28 (wherein R 28 is as defined herein); \ 

7) C 2 _ 5 alkenylR 28 (wherein R 28 is as defined herein); \ * 

8) C 2 _ 5 alkynylR 28 (wherein R 28 is as defined herein); \ 

9) R 29 (wherein R 29 represents a pyridone group, a phenyl group or a 5-6-membered aromatic 
heterocyclic group (linked via carbon or nitrogen) with l\ heteroatoms selected from O, N 
and S, which pyridone, phenyl or aromatic heterocyclic group may carry up to 5 substituents 
on an available carbon atom selected from hydroxy, halogeno, amino, C,_ 4 alkyl, C,. 4 alkoxy, 
C^hydroxyalkyl, C,. 4 aminoalkyl, Chalky lamino, C M hydroxyWoxy, carboxy, 
trifluoromethyl, cyano, -CO^NR^R 3 ' and -NR 32 C(0)R 33 (wherein R 30 , R 31 , R 32 and R 3 \ which 
may be the same or different, each represents hydrogen, C M alkyl\or C,. 3 alkoxyC 2 _ 3 alkyl)); 

1 0) C N5 alkylR 29 (wherein R 29 is as defined herein); \ 

1 1 ) C 2 . 5 alkenylR 29 (wherein R 29 is as defined herein); \ 

12) C 2 _ 5 alkynylR 29 (wherein R 29 is as defined herein); \ 
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13) a. 5 alkylX 6 R 29 (wherein X 6 represents -O-, -S-, -SO-, -S0 2 -, -NR^QO)-, -C(0)NR 35 -, - 
S0 2 nW -NR 37 S0 2 - or -NR 38 - (wherein R 34 , R 35 , R 36 , R 37 and R 38 each independently 
represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 

14) C 2 . 5 alRenylX 7 R 29 (wherein X 7 represents -O-, -S-, -SO-, -SO,-, -NR 39 C(0)-, -C(0)NR 40 -, 
S0 2 NR 41 -, W 42 S0 2 - or -NR 43 - (wherein R 39 , R 40 , R 41 , R 42 and R 43 each independently 
represents hyVrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 

1 5) C 2 . 5 alkynyIX 8 R 29 (wherein X 8 represents -O-, -S-, -SO-, -S0 2 -, -NR 44 C(0)- ; -C(0)NR 45 -, 
S0 2 NR 46 -, -NR 4 W- or -NR 48 - (wherein R 44 , R 45 , R 40 , R 47 and R 48 each independently 
represents hydrogW C,. 3 alkyl or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined herein); 

16) C,. 3 alkylX 9 C l . 3 zfflcylR 29 (wherein X 9 represents -0-, -S-, -SO-, -S0 2 -, -NR 49 C(0)-, - 
C(O)NR S0 -, -S0 2 NR 5 V -NR 52 S0 2 - or -NR 53 - (wherein R 49 , R 50 , R 51 , R 52 an d R 53 each 
independently represents hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 . 1 alkyl) and R 29 is as defined 
herein); \ 

17) C,. 3 alkylX 9 C,. 3 alkylR 2 \ (wherein X 9 and R 28 are as defined herein); 

18) C 2 . 5 alkenyl which may be unsubstituted or which may be substituted with one or more 
groups selected from hydroxCtfluoro, amino, C M alkylamino, N,N-di(C M alkyl)amino, 
aminosulphonyl, N-C M alky^riliinosulphonyl and N,N-di(C,^alkyl)aminosulphonyl; 

19) C 2 . 5 alkynyl which may be urtsubstituted or which may be substituted with one or more 
groups selected from hydroxy, flubro, amino, C M alkylamino, N,N-di(C,.,alkyl)amino, 
aminosulphonyl, N-C M alkylaminos>ilphonyl and N,N-di(C |Jl alkyl)aminosulphonyl; 

20) C 2 . 5 alkenylX 9 C,. 4 aIkylR 28 (whereto X 9 and R 28 are as defined herein* and 

21) C^alkynyD^C.^alkylR 28 (whereinV 9 and R 28 are as defined herein); 

and salts thereof, and prodrugs thereof foY example esters, amides and sulphides, in the 
manufacture of a medicament for use in tWt production of an antiangiogenic and/or vascular 
permeability reducing effect in warm-blooded animals such as humans. 

3. The use of a compound of the forrrkla I according to claim 1 , wherein R 2 
represents hydroxy, halogeno, cyano, nitro, trifluWomethyl, C,. 3 alkyl, amino or R 5 X'- 
[wherein X' is as defined in claim 1 and R 5 is selected from one of the following twenty-two 
groups: \ 



WO 00/47212 ^} pcr/GBOO/00373 

- 325 - 

1) C M alk^l which may be unsubstituted or which may be substituted with one or more groups 
selected from fluoro, chloro and bromo, or C^alkyl which may be unsubstituted or 
substituted with one or more groups selected from hydroxy and amino; 

2) C 2 _ 3 alkylX 2 CCO)R ,, (wherein X 2 is as defined in claim 1 and R M represents -NR I3 R M or - 
OR 15 (wherein R'\r m and R 15 which may be the same or different are each C M alkyl or C,_ 
2 alkoxyethyl)); \ 

3) C 2 _4alkylX 3 R 16 (wherein X 3 is as defined in claim 1 and R 16 is a group selected from C,„ 
3 alkyl, cyclopentyl, cyclWxyl, pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, 
azetidinyl and tetrahydropVanyl, which CMalkyl group may bear 1 or 2 substituents selected 
from oxo, hydroxy, halogen)* and C,. 2 alkoxy and which cyclopentyl, cyclohexyl, pyrrolidinyl, 
piperazinyl, piperidinyl, imidazolidinyl, azetidinyl or tetrahydropyranyl group may bear 1 or 2 
substituents selected from oxo, hydroxy, halogeno, cyano, C,. 3 cyanoalkyl, C,_ 3 alkyl, C,_ 
3 hydroxyalkyl, C,. 3 alkoxy, C^alktayC^alkyl, C^alkylsulphonylC^alkyl, C,_ 
3 alkoxycarbonyl, C,_ 3 alkylamino, difc_ 3 alkyl)amino, C,_ 3 alkylaminoC,_ 3 alkyl, di(C,. 
3 alkyl)aminoC,. 3 aIkyl, C,. 3 alkylaminoC,. 3 alkoxy, d^C^alkyOaminoC^alkoxy and a group -(- 
°-)f<C 1 .3alkyl) J ,ringD (wherein f is 0 or iLe is,0 or 1 and ring D is a heterocyclic group 
selected from pyrrolidinyl, piperazinyl, Meridinyl, imidazolidinyl, azetidinyl, morpholino 
and thiomorpholino, which cyclic grou$ mky bear one or more substituents selected from C,_ 
..alkyl)); \ 

4) C 2 . 3 alkylX 4 C 2 . 3 alkylX j R 22 (wherein X 4 and A 5 are as defined in claim 1 and R 22 represents 
hydrogen or CMalkyl); \ ^ 

5) R 28 (wherein R 28 is as defined in claim 1); \ 

6) C M alkylR no (wherein R no is a group selected fr^m pyrrolidinyl, piperazinyl, piperidinyl, 
imidazolidin-l-yl, azetidinyl, l,3-dioxolan-2-yl, l,3-\iioxan-2-yl, l,3-dithiolan-2-yl and 1,3- 
dithian-2-yl, which group is linked to CMalkyl through a carbon atom and which group may 
bear 1 or 2 substituents selected from oxo, hydroxy, halbgeno, cyano, C,. 3 cyanoalkyl, C,. 
3 alkyl, C,. 3 hydroxyalkyl, C,_ 3 alkoxy, C^.alkoxyC.^alkyl, C^^lkylsulphonylC^^lkyl, C,. 
3 alkoxycarbonyl, C,. 3 alkylamino, di(C N3 alkyl)amino, Cj.^alkylaminoC^.alkyl, di(C,. 
3 alkyl)aminoC lo alkyl, C^alkylaminoC^alkoxy, di(C lo alkyV)aminoC l . 3 alkoxy and a group -(- 
0-)^C N3 alkyl) g ringD (wherein f is 0 or 1 , g is 0 or 1 and ringV) is a heterocyclic group 
selected from pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, azetidinyl, morpholino 
and thiomorpholino, which cyclic group may bear one or more substituents selected from C,. 
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3 alk^V) or C^alkylR 1 " (wherein R" 1 is a group selected from morpholino, thiomorpholino, 
azetidirirl-yl, pyrrolidin-l-yl, piperazin-l-yl and piperidino which group may bear 1 or 2 
substituehts selected from oxo, hydroxy, halogeno, cyano, C,. 3 cyanoaIkyl, C,. 3 alkyl, C,. 
3 hydroxyalkvl, C,. 3 aIkoxy, C^alkoxyC.^alkyl, C,. 2 alkylsulphonylC,. 3 alkyl, C,. 
3 alkoxycarboKyl, C,. 3 alkylamino, di(C,. 3 alkyl)amino, C,. 3 alkylaminoC,. 3 alkyl, di(C,. 
3 alkyl)aminoC,^alkyl, C lo alkylaminoC,. 3 alkoxy, di(C,. 3 alkyl)aminoC,. 3 alkoxy and a group -(- 
0-)(<C,. 3 alkyl) £ rinkD (wherein f is 0 or 1, g is 0 or 1 and ring D is a heterocyclic group 
selected from pyrroWiinyl, piperazinyl, piperidinyl, imidazolidinyl, azetidinyl, morpholino 
and thiomorpholino, vyhich cyclic group may bear one or more substituents selected from C,. 
..alkyl)); \ 

7) C^alkenylR" 2 (whereinR 112 represents R"° or R 1 " as defined herein); 

8) C.^alkynylR 1 12 (wherein R 12 represents R 1 10 or R 1 1 1 as defined herein); 

9) R 29 (wherein R 29 is as defined in claim 1); 

1 0) C , ^.alkylR 29 (wherein R 29 is k defined in claim 1 ); 

1 1) l-R 29 prop-l-en-3-yl or l-R 29 bk-2-en-4-yl (wherein R 29 is as defined in claim 1 with the 
proviso that when R 5 is l-R 29 prop-l\en-3-yl, R 29 is linked to the alkenyl group via a carbon 
atom); \ 

12) l-R 29 prop-l-yn-3-yl or l-R 29 but-2-JhWyl (wherein R 29 is as defined in claim 1 with the 
proviso that when R s is 1 -R 29 prop- 1 -ynf3^vl, R 29 is linked to the alkynyl group via a carbon 
atom); \ 

1 3) C ,. 5 alkylX 6 R 29 (wherein X 6 and R 29 are asVlefined in claim 1 ); * 

14) l-(R 29 X 7 )but-2-en-4-yl (wherein X 7 and R 2 \are as defined in claim 1); 

15) l-(R 29 X 8 )but-2-yn-4-yl (wherein X 8 and R 29 ^re as defined in claim 1); 

16) C^alkylX^alkylR 29 (wherein X 9 and R 29 ar\ as defined in claim 1); 

1 7) C 2 . 3 alkylX 9 C,. 3 alkyIR 28 (wherein X 9 and R 28 are\s defined in claim 1 ); 

1 8) C 2 . $ alkenyl which may be unsubstituted or which may be substituted with one or more 
fluorine atoms or with one or two groups selected fromVydroxy, fluoro, amino, C,_ 
4 alkylamino, N,N-di(C M alkyl)amino, aminosulphonyl, Ac M alkylaminosulphonyl and N,N- 
d^C^alkylJaminosulphonyl; \ 

1 9) C 2 . 5 alkynyl which may be unsubstituted or which may basubstituted with one or more 
fluorine atoms or with one or two groups selected from hydroxy, fluoro, amino, C,. 
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4 alkylaminV N,N-di(C M alkyl)amino, aminosulphonyl, N-C M alkylaminosulphonyl and N,N- 
di(C M alkyl)aminosulphonyl; 

20) C^alkenylVc^alkylR 28 (wherein X 9 and R 28 are as defined in claim 1); 

21) C^alkynylX^alkylR 28 (wherein X 9 and R 2S are as defined in claim 1); and 

22) C l . 3 alkylR M (c\alkyl) q (X 9 ) r R» (wherein X 9 , q, r, R 54 and R" are as defined in claim 1); 
and additionally whe\ein any C M alkyl, C 2 . 5 alkenyl or C 2 . 5 alkynyl group in R 5 X'- may bear one 
or more substituents selected from hydroxy, halogeno and amino]. 

4. The use of a compound of the formula I according to any one of the preceding 
claims wherein Z is -O-, -NH- or -S-. 

5: The use of a compound of the formula I according to any one of the preceding 
claims wherein ring C is a 9-10-rAembered heteroaromatic bicyclic moiety which contains 1-3 
heteroatoms selected independently\from O, N and S. 

6. The use of a compound of tijg Formula I according to any one of the preceding 
claims wherein R' represents oxo, halogeno, hydroxy, C,. 2 alkoxy, C,. 2 alkyl, C.^alkoxymethyl, 
C 2 . 3 alkanoyl, C,. 2 haloalkyl, cyano, amino.V^alkenyl, C^alkynyl, C 2 .-,alkanoyIoxy, nitro, C 2 . 
,alkanoylamino, C,. 2 alkoxycarbonyl, C,. 2 alkVlsulphanyl, C,.,alkylsulphinyl, C,. 
2 alkylsulphonyl, carbamoyl, N-C,. 2 alkylcarba\noyl, N,N-di(C,.,alkyl)carbamoyl, 
aminosulphonyl, N-C,. 2 alkylaminosulphonyl, A,N-di(C,. 2 alkyl)aminosuiphonyl, N-(C,. 
2 alkylsulphonyl)amino, N-(C,. 2 alkylsulphonyl)-^-(C 1 . 2 alkyl)amino or a C 3 . 7 alkylene chain 
joined to two ring C carbon atoms 

7. The use of a compound of the formula I Recording to any one of the preceding 
claims wherein n is 0, 1 or 2. 

8. The use of a compound of the formula I according to any one of the preceding 
claims wherein m is 1 or 2. 



9. A compound of the formula II: 
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\ (") 
[wherein: \ 

ring C, R 1 , R 2 and n are as defined in claim 1, Zb is -O- or -S- and R 2a represents hydrogen, 
halogeno, C,. 3 alkyl, trifluorom<Wl, C^alkoxy, C K1 alkylsulphanyl, -NR 3a R 4a (wherein R 3a and 
R 4 \ which may be the same or different, each represents hydrogen or C,_,alkyl), or 
R 5a (CH 2 ) 2a X ,a (wherein R 5a is a 5- or 6-membered saturated heterocyclic group with 1-2 
heteroatoms, selected independentlyVrom O, S and N, which heterocyclic group may bear 1 or 
2 substituents selected from oxo, hydrWy, halogeno, cyano, C M cyanoalkyl, C M aIkyl, C,. 
4 hydroxyalkyl, C M alkoxy, C,. 4 alkoxyQ^ikyl, C M alkylsulphonyIC M alkyl, C,_ 
4 alkoxycarbonyl, C^aminoalkyl, C M ailkyiamino, di(C M alkyI)amino, C M aIkylaminoC M alkyl, 
di(C,^alkyl)aniinoC M alkyl, C M alkylamindC M aIkoxy, di(C M alkyl)aminoC M alkoxy and a 
group -(-0-) f (C l . 4 alkyl) g ringD (wherein f is (Aor 1, g is 0 or 1 and ring D is a 5-6-membered 
saturated heterocyclic group with 1-2 heteroatbms, selected independently from O, S and N, 
which cyclic group may bear one or more substituents selected from C^alkyl), za is an 
integer from 0 to 4 and X Ia represents a direct boW -O, -CH 2 -, -S-, -SO-, -S0 2 -, -NR 6a C(0)-, 
-C(0)NR 7 \ -S0 2 NR 8a - 5 -NR 9a S0 2 - or -NR 10a - (wh\rein R 6a , R 7a , R 8 \ R 9a and R ,0a each 
independently represents hydrogen, C,. 3 alkyl or C lo W° x y^3alkyl)); 
with the proviso that R 2 is not hydrogen and excluding the compounds: 
6,7-dimethoxy-4-( 1 -naphthylsulphany l)quinazoline, 6V-dimethoxy-4-(2- 
naphthylsulphanyl)quinazoline, 6,7-dimethoxy-4-(l-narththyloxy)quinazoline and 6,7- 
dimethoxy-4-(2-naphthyloxy)quinazoline; \ 
or a salt thereof. \ 
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10\ A compound of the formula II according to claim 9 wherein R 2 represents 
hydroxy, halogeno, cyano, nitro, trifluoromethyl, C K3 alkyI, amino or R 5 X'- [wherein X 1 is as 
defined in clafrn 1 and R 5 is selected from one of the following twenty- two groups: 

1) C^alkyl wh\ch may be unsubstituted or which may be substituted with one or more groups 
selected from fltforo, chloro and bromo, or C 2 . 5 alkyl which may be unsubstituted or 
substituted with ofie or more groups selected from hydroxy and amino; 

2) C^alkylX^CO)^ 1 (wherein X 2 is as defined in claim 1 and R n represents -NR 13 R M or - 
OR ,s (wherein R'\ R^and R* 5 which may be the same or different are each C M alkyl or C,_ 
2 alkoxyethyl)); \ 

3) C 2 ^alkylX 3 R 16 (wherein X 3 is as defined in claim 1 and R' 6 is a group selected from C,_ 
3 alkyl, cyclopentyl, cyclohexyl, pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, 
azetidinyl and tetrahydropytanyl, which C,_ 3 alkyl group may bear 1 or 2 substituents selected 
from oxo 5 hydroxy, halogenoVnd C,_ 2 alkoxy and which cyclopentyl, cyclohexyl, pyrrolidinyl, 
piperazinyl, piperidinyl, imidazolidinyl, azetidinyl or tetraliydropyranyl group may bear 1 or 2 
substituents selected from oxo, hydroxy, halogeno, cyano, C,. 3 cyanoalkyl, C,_ 3 alkyl, C,_ 
3 hydroxyalkyl, C,. 3 alkoxy, C l . 2 alk6^C,. 3 alkyl, C 1 . 2 alkylsulphonylC N3 alkyl, C,_ 
3 aIkoxycarbonyl, C,_ 3 alkylamino, d|^ 3 alkyl)amino, C^alkylaminoC^alkyl, di(C,_ 
3 alkyl)aminoC,. 3 alkyl, C^^lkylam/noCj^alkoxy, di(C,. 3 alkyl)aminoC,. 3 alkoxy and a group -(- 
O-^C^alkyl^ingD (wherein f is 0 or\L g is 0 or 1 and ring D is a heterocyclic group 
selected from pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, azetidinyl, morpholino 
and thiomorpholino, which cyclic group may bear one or more substituents selected from C,. 
3alkyl)); \ 

4) C 2 _ 3 alkylX 4 C 2 _ 3 alkylX 5 R 22 (wherein X 4 andVX 5 are as defined in claim 1 and R 22 represents 
hydrogen or C,_ 3 alkyl); \ 

5) R 28 (wherein R 28 is as defined in claim 1); \ 

6) C M alkylR H0 (wherein R no is a group selected from pyrrolidinyl, piperazinyl, piperidinyl, 
imidazolidin-l-yl, azetidinyl, l,3-dioxolan-2-yl, l,Vdioxan-2-yl, 1 ,3-dithiolan-2-yl and 1,3- 
dithian-2-yl, which group is linked to CMalkyl throiikh a carbon atom and which group may 
bear 1 or 2 substituents selected from oxo, hydroxy, halogeno, cyano, C N3 cyanoalkyl, C,_ 
3 alkyl, C M hydroxyalkyl, C,. 3 alkoxy, C.^alkoxyC^^alkyL C,. 2 alkylsuIphonylC ]0 alkyl, C,_ 
3 alkoxycarbonyl, C,_ 3 alkylamino, di(C,. 3 alkyl)amino, cAlkylaminoC^alkyl, di(C,. 
3 alkyl)aminoC,. 3 alkyl, C,_ 3 aIkylaminoC,_ 3 alkoxy, di(C,. 3 allWl)aminoC,. ? alkoxy and a group -(- 
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O-^OualkyiyingD (wherein f is 0 or 1, g is 0 or 1 and ring D is a heterocyclic group 
selected from pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, azetidinyl, morpholino 
and thiorhorpholino, which cyclic group may bear one or more substituents selected from C,_ 
3 alkyl)) ort^alkylR" 1 (wherein R 1 " is a group selected from morpholino, thiomorpholino, 
azetidin-l-yl, pyrrolidin-l-yl, piperazin-l-yl and piperidino which group may bear 1 or 2 
substituents selected from oxo, hydroxy, halogeno, cyano, C,. 3 cyanoalkyl, C,. 3 alkyl, C,. 
3 hydroxyalkyl,Yv 3 alkoxy, C,. 2 alkoxyC,. 3 alkyl, C,. 2 alkylsulphonylC,. 3 alkyl, C,. 
3 alkoxycarbonyl)A_ 3 alkylamino, di(C,. 3 alkyl)amino, C,. 3 alkylaminoC,. 3 alkyl, di(C,. 
3 alkyl)aminoC,. 3 alW C,. 3 alkylaminoC,. 3 alkoxy, di(C,. 3 alkyl)aminoC,. 3 alkoxy and a group -(- 
O-^CLjalkyOgringlX (wherein f is 0 or 1, g is 0 or 1 and ring D is a heterocyclic group 
selected from pyrrolidinyl, piperazinyl, piperidinyl, imidazolidinyl, azetidinyl, morpholino 
and thiomorpholino, which cyclic group may bear one or more substituents selected from C,. 
3 alkyl)); 

7) C^alkenylR 112 (wherein\R 112 represents R 110 or R 1 " as defined herein); 

8) C 3 .<alkynylR' 12 (wherein R? 12 represents R"° or R 1 " as defined herein); 

9) R 29 (wherein R 29 is as defined in claim 1); 

10) C M alkylR 29 (wherein R 29 is a|jiefined in claim 1); 

M-2-en-4-yl (wherein R 29 is as defined in claim 1 with the 

proviso that when R 5 is l-R 29 prop-Aen-3-yl, R 29 is linked to the alkenyl group via a carbon 
atom); 

12) l-R 29 prop-l-yn-3-yl or 1 -R 29 but-2-yn-4-yl (wherein R 29 is as defingd in claim 1 with the 
proviso that when R 5 is l-R 29 prop-l-yn-3\yl, R 29 is linked to the alkynyl group via a carbon 
atom); 

13) C,. 5 alkylX 6 R 29 (wherein X 6 and R 29 are akdefined in claim 1); 

14) l-(R 29 X 7 )but-2-en-4-yl (wherein X 7 and R 2 ? are as defined in claim 1); 

1 5) 1 -(R 29 X 8 )but-2-yn-4-yl (wherein X 8 and R 29 W as defined in claim 1); 

16) C 2 . 3 alkylX 9 C,. 3 alkylR 29 (wherein X 9 and R 29 a\e as defined in claim 1); 

17) C 20 alkylX 9 C l . 3 alkylR 28 (wherein X 9 and R 28 are\as defined in claim 1); 

18) C 2 . 5 alkenyl which may be unsubstituted or whichYmay be substituted with one or more 
fluorine atoms or with one or two groups selected from hydroxy, fluoro, amino, C,_ 
<alkylamino, N,N-di(C,^alkyl)amino, aminosulphonyl, r^-C,. 4 alkylaminosulphonyl and N,N- 
di(C,. 4 alkyl)aminosulphonyl; 
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19) C 2 _ 5 alkyriyl which may be unsubstituted or which may be substituted with one or more 
fluorine atornsW with one or two groups selected from hydroxy, fluoro, amino, C,_ 
4 alkylamino, N,N-di(C M alkyl)amino, aminosulphonyl, N-C^alkylaminosulphonyl and N,N- 
di(C M alkyl)amino\ulphonyl; 
5 20) C^alkenyl^CAalkylR 28 (wherein X 9 and R 28 are as defined in claim 1); 

21) C^alkynylX^.^kylR 28 (wherein X 9 and R 28 are as defined in claim 1); and 

22) C^^alkylR'^C.^alkVyX 9 )^ 55 (wherein X 9 , q, r, R 54 and R 55 are as defined in claim 1); 
and additionally wherein Vny Chalky!, C 2 . 5 alkenyl or C 2 . 5 alkynyl group in R 5 X'- may bear one 
or more substituents selected from hydroxy, halogeno and amino]. 



12. A compound according to any one of claims 9, 10 and 1 1 wherein ring C is a 9- 
10-membered heteroaromatic bicydlic moiety which contains 1-3 heteroatoms selected 

1 5 independently from O, N and S. \ 

13. A compound according to'Emy one of claims 9, 10, 1 1 and 12 wherein R' 
represents oxo, halogeno, hydroxy, C,_ 2 alkoxy, C,_ 2 alkyl, C,. 2 alkoxymethyl, C 2 _ 3 alkanoyl, C,. 
2 haloalkyl, cyano, amino, C^alkenyl, C 3 ^aucynyl, C 2 . 3 alkanoyloxy, nitro, C 2 _ 3 alkanoylamino, 

20 C,. 2 alkoxycarbonyl, C^alkylsulphanyl, C,. 2 alkylsulphinyl, C,_ 2 alkylsulphonyl, carbamoyl, N- 
C,. 2 alkylcarbamoyl, N,N-di(C,_ 2 alkyl)carbamoyl, aminosulphonyl, N-C*_ 

2 alkylaminosulphonyl, N,N-di(C,. 2 alkyl)amino9iilphonyl, N-(C,. 2 alkylsulphonyl)amino, N-(C, 
2 alkylsulphonyl)-N-(C U2 alkyl)amino or a C 3 _ 7 alk5tlene chain joined to two ring C carbon 



10 



11. A compound according to any one of claims 9 and 1 0 wherein Zb is -O-. 



atoms. 



25 



1 4. A compound according to any one of clauns 9, 10, 11, 12 and 1 3 wherein n is 0, 1 



or 2. 



1 5. A compound of the formula lib: 



30 
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10 



15 




aib) 



[wherein: 

ring C, R', R 2 and n are as defined in claim 1, Zb is -O- and R 2a is as defined in claim 9 with 



20 



the proviso that R 2 does not have any o: 



: following values: 

hydrogen, substituted or unsubstituted (J^alkyl, halogeno, C,. 5 alkoxy, C 2 . 5 alkenyl, phenoxy or 
phenylC,. 5 alkoxy; 
or a salt thereof. 



25 



30 



16. A compound according to claim 9 seJected from 
6-methoxy-7-((l-methylpiperidin-4-yl)methoxy)\-(2-naphthyloxy)quinazoline, 

6- methoxy-7-((l-methylpiperidin-4-yl)methoxy)-4Vquinolin-7-yloxy)quinazoline, 

7- (3-(l , 1 -dioxothiomorpholino)propoxy)-6-methoxy\4-(quinolin-7-yloxy)quinazoline, 
6-methoxy-7-(3-(4-methylpiperazin-l-yl)propoxy)-4-(buinolin-7-yloxy)quinazoline, 
6-methoxy-7-((l-methylpiperidin-3-yl)methoxy)-4<quii4olin-7-yloxy)quinazoline, 
4-(4-chloroquinolin-7-yloxy)-6-methoxy-7-(3-morpholinoj>ropoxy)quinazoIine, 
6-methoxy-7-((l-methylpiperidin-4-yl)methoxy)-4-(4-metrWlquinolin-7-yloxy)quinazoline, 
6-methoxy-4-(4-methylquinolin-7-yloxy)-7-(3-(pyrrolidin-iyi)propoxy)quinazoline ! 
6-methoxy-7-(2-(2-methoxyethoxy)ethoxy)-4-(quinolin-7-yloky)quinazoline, 
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6-metttoxy-7-(( 1 -(2-methy lsulphony lethy l)piperidin-4-y l)methoxy)-4-(quinolin-7- 

yloxy)quinazoline 5 

4-(2,3-diirtethylindol-5-ylo^ 

4-(2,3-dimeihylindol-5-yloxy)-6-m 

6-methoxy-7-\l-methylpiperidm^ 

yloxy)quinazolme, 

6- methoxy-7-(3-Wrolidin- 1 -ylpropoxy )-4-(2-trifluoromethylindol-5-yloxy)quinazoline, 
(i?,5)^-(3-fluoroqmnolin-7-yloxy)-6-methoxy-7-((l-methylpiperidin 
yl)methoxy)quinazoline, 

4-(indol-5-yloxy)-6-n^thoxy-7-(3-methylsulphonylpropoxy)quinazoline, 

7- (3-N ? N-dimethylamiitopropoxy)-6-methoxy-4-(2-methylind 

6- methoxy-4-(2-methylii^ol-5-yloxy)-7-(2-(2-morpholinoethoxy)ethoxy) 

7- (2-Q^,N-diethylarrdno)ethoxy)-6-methoxy^-(2-methy 
6-methoxy-7-(3-piperidinoptopoxy)-4-(quinolin-7-yloxy)quinazoline, 
4-(2-methylindoI-5-yloxy)-7-tS-morpholinopropoxy)quinazoline, 
4-(2-methylindol-5-yloxy)-7-(2Vpiperidin-l-yl)ethoxy)quinazoline ) 
4-(2-methylindol-5-yloxy)-7-(2-( 1 ,2,4-triazol- 1 -y l)ethoxy)quinazoline, 

6- methoxy-7-(3-piperidinopropox>|J^^ 

7- (3-(methylsulphonyl)propoxy)^'(^ 
7-(3-(NJ^-dimethylamino^ 
4-(23-dimethylindol-5-yloxy)-6-metto^ 
7-(2-(N,NMiiethylamm^ 

4-(indol-5-yloxy)-6-methoxy-7-(2-(piperidiri^2-yl)ethoxy)quinaz^ 
4-(indol-5-yloxy)-6-methoxy-7-(2-(piperidin-I\ry])ethoxy)quinazoline, 
4-(indol-6-yloxy)-6-methoxy-7-(3-morpholinop\ppoxy)quinazoline, 
7-(3-(ethylsulphonyl)propoxy)-6-methoxy-4-(2-i^ethylindol-5-yloxy)quinazoline, 

6- methoxy-4-(3-methylindoI-5-yloxy)-7-(3-piperid\nopropoxy)quinazoline, 

7- (2-hydroxy-3-piperidinopropoxy)-6-methoxy-4-(2^methylindol-5-yloxy)quinazoline, 
7-(2-hydroxy-3-(4-methylpiperazin-l-yl)propoxy)-6-methoxy-4-(2-m 
yloxy)quinazoline, \ 

6- methoxy-4-(2-methylindol-5-yloxy)-7-(2- and 

7- (2-hydroxy-3-(isopropylamino)propoxy)-6-methoxy-4-(2-methylindol-5-^ 
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17. A compound according to claim 9 selected from 
6-methoxy-7-V3-morpholinopropoxy)-4-(quinolin-7-yloxy)quinazoline, 
6-memoxy^-(^methylindol-5-yloxy)-7-((l-methylpiperidin-4-yl)methoxy)quinazoline, 
4-(indol-5-yloxyY6-methoxy-7-(l-methylpiperidin-4-ylmethoxy)quinazoline, 
4-(indol-5-yloxy)^6-methoxy-7-(3-pyrrolidin-l-ylpropoxy)quinazoline, 

6- methoxy^-(2-me\hylindol-5-yloxy)-7-(3-methylsulphonylpropoxy)quinazoline, 

7- ((l-cyanomethyl)pWridin-4-ylmethoxy)-6-methoxy-4-(2-methylindol-5-yloxy)quinazol 
6-memoxy-4-(2-methyiindol-5-yloxy)-7-(2-morpholinoethoxy)quinazoline, 
6-methoxy-4^2-metiiyliridol-5-yloxy)-7-(2-pyrrolidin-l-ylethoxy)quinazoline, 
6-methoxy^-(2-methylinilol-5-yloxy)-7-(l-methylpiperidin-3-ylmethoxy)quinazoline, 
6-memoxy-4-(2-methylind6l-5-yloxy)-7-(2-piperidinoethoxy)quinazoline, 
6-methoxy-4-(2-methylindol\5-yloxy)-7-(2-(N-methyl-N-(4- 
pyridyl)amino)ethoxy)quinazoline, 

6-methoxy-4-(2-methylindol-5-Vloxy)-7-(3-morpholinopropoxy)quinazoline, 
6-methoxy-7-(2-(2-methoxyethoA^thc^yH-(2-methylindol-5-yloxy)quinazoline, 
6-methoxy^-(2-methylindol-5-ylfikJ>7-(2-( 1 H- 1 ,2,4-triazol- 1 -y l)ethoxy)quinazoline, 
6-methoxy-4-(2-methylindol-5-ylox^)-7-(2-(2-(4-methylpiperazin-l- 
yl)ethoxy)ethoxy)quinazoline, 

6-methoxy-4-(2-methylindol-5-yloxy)-V-(3-piperidinopropoxy)quinaz»line, 

4-(indol-5-yloxy)-6-methoxy-7-(3-piperi\linopropoxy)quinazoline 

6-methoxy-7-(l-(2-methoxyethyl)piperidi^-4-ylmethoxy)-4-(2-methylindol-5- 
yloxy)quinazoline, 

6-methoxy-4-(2-methylindol-5-yloxy)-7-((2-\2-pyrrolidin-l- 
ylethyI)carbamoyl)vinyl)quinazoline, 

6-methoxy-4-(2-methylindol-5-yloxy)-7-(3-(4-niethypiperazin-l-yl)propoxy)quinazoline ) 
6-methoxy-4-(2-methylindol-5-yloxy)-7-(piperi(Jin-4-ylmethoxy)quinazoline, 
6-methoxy-4-(2-methylindol-5-yloxy)-7-(2-(piper\din-4-yloxy)ethoxy)quinazoline, 
6-methoxy-4-(2-methylindo]-5-yloxy)-7-(2-(N-met\yl-N- 
methylsulphonylamino)ethoxy)quinazoline, 
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7-(2-N-(2-cyanoethyl)piperidm^ 
yloxy)quinazoline, 

4-C2-met^lindol-5-yloxy)-7-(3-(pyrrolidin-yl)propoxy)quinazoline, 
4-(2-methyWdol-5-yloxy)-7-(3-( 1 , 1 -dioxothiomorpholino)propoxy)quinazo!ine > 
4<2-methyliWl-5-yloxy)-7-(p^ 

4-(indol-5-ylo^)-6-methoxy-7-(2<2-methoxyethoxy)ethoxy)quin 

7K3-Q^,N-dimetWlamino)propoxy)^-(indol-5-yloxy)-6-metho 

7-(3-(N,N<iiethyI^ino)pro^ 

7-(3-(l ,1 -dioxothior^rpholino)propoxy 

4<indol-5-yloxy)-6-n^thoxy-7K2-(4-pyridyloxy)ethoxy)quinazolin^ 

4-(indol-6-yloxy)-6-metlioxy-7-(3-piperidinopropoxy)quina2o]ine, 

7-(l-(2-methoxyethyl)pipVidin«4-ylmethoxy)^-(2-me 

7-(2-hydroxyO-morpholind)Dropoxy)-6-methoxy-4-(2-methylindo 

7-(2-(l-(2-methoxyethyl)pip^ 

yloxy)quinazoline, \ 

7-(2-hydroxy-3-pyrrolidin- 1 -y lp)oi^xy)-6-methoxy^<2-methyIindol-5-yloxy)quina2oIine, 
7-(3<N^-diethylamino)-2-hy^ 
yloxy)quinazoline 5 y \ 

7-(3-( 1 , 1 -dioxothiomorpholino)propoW 

6-methoxy-4-(2-methylindol-5-yloxy)-V(2-(4-pyridyloxy)ethoxy)quinaz^ 
4-(indol-5-yloxy)-6-methoxy-7-(3-morp^linopropoxy)quinazoline, * 
(2iJ)-6-methoxy-(2-methyl-l//-indol-5-yl^y)-7-(2-hydroxy-3- 
piperidinopropoxy)quinazoline, \ 
(570-6-methoxy-4-(2-methyl-l//-indo 

4<4-bromoindol-5-yloxy)-6-methoxy-7-(3-piptodinopropoxy)quinazoline 5 
6-methoxy-4-(2-methylindol-5-yloxy)-7-( 1 -(2-({)yrrolidin- 1 -yl)ethyl)-piperidin-4- 
ylmethoxy)quinazoline, \ 
(2/0-7-(2-hydroxy-3-(pyrrolidin-l-yl^^ 

(2^)-7-(2-hydroxy-3-morpholinopropoxy)-4-(indoI-5yioxy)-6-methoxyquinazoH 
(2/?)-7-(2-hydroxy-3-piperidinopropoxy)-4-(indol-5-yl\xy)-6-methoxyquinazoline 
(25)-7-(2-hydroxy-3<Q^,N-diisopropyl)amino)propoxy)W 
methoxyquinazoline, \ 
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(25)-7\(2-hydroxy-3-piperidinopropoxy)-4-(indol-5-yloxy)-6-methoxyquinazoline, 
(2/?)-7-h-hydroxy-3-piperidinopropoxy)-6-methoxy-4-(3-methylindol-5-yloxy)quinazoline, 

(2/?)-7-(^-hydroxy-3-(pyrrolidin-l-yl)propoxy)-6.methoxy-4-(3-methylindol-5- 
yloxy)quinazoline, 

(2/?)-7-(2-hWroxy-3-(pyrrolidin-l-yl)propoxy)-6-methoxy-4-(2-methylindol-5- 
yloxy)quinaz©line, 

(2/?)-7K2-hydrbxy-3-(4-methyJpiperazin-l-yl)propoxy>-6-methoxy-4-(2-methylindol-5- 
yloxy)quinazoline, 

6-methoxy^-(2-Aethylindol-5-yloxy)-7-(l-(2-morpholinoethyl)piperidin-4- 
ylmethoxy)quinazoline, 

4-(3-fluoro-quinolinA7-yloxy)-6-methoxy-7-(3-piperidinopropoxy)quinazoline, 

4<3-fluoro-quinolin-7vyloxy)-6-methoxy-7-(3-(pyiTolidin-l-yl)propoxy)quinazoline, 

6-methoxy-7-(3-(pyrroiyn-l-yl)propoxyH-(l//-pyrrolo[2,3-6]pyridin-5-yloxy)quinazoline, 

(2^-6-methoxy-(2-methV-l//-indol-5-yloxy)-7-(2-hydroxy-3-piperidinopropoxy)quinazoU 
and \i 

4-(6-fluoro-2-methylindol-^6xy)-6-methoxy-7-(3-(pyrrolidin-l-yl)propoxy)q 
or a salt thereof. | V 

18. A compound according to claim 9 selected from 
6-methoxy-4-(2-memylindol-5-yloxy)-7-(3-(pyrrolidin-l-yl)propoxy)quinazoline > 
4-(4-fluoroindol-5-yloxy)-6-memoxY-7-(l-methylpiperidin-4-ylmethoj^)quinazoline, 
4-(4-fluoromdol-5-yloxy)-6-memoxyV7-(3-(4-methylpiperazin- 1 -yl)propoxy)quinazoline, 
4-(6-fluoroindol-5-yloxy)-6-methoxy-V(3-(pyrrolidin-l-yl)propoxy)quinazoline, 
4-(4-fluoroindoI-5-yloxy)-6-methoxy-7\3-(pyrrolidin-l-yl)propoxy)quinazoline, 
4-(4-fluoroindol-5-yloxy)-6-memoxy-7-(3.-piperidinopropoxy)quinazoline, 
4-(4-fluoro-2-methylindol-5-yloxy)-6-metHpxy-7-(3-(pyrrolidin-l-yl)propoxy)quinazoline, 
4-(4-fluoro-2-methylindol-5-yloxy)-6-methoVy-7-(3-piperidinopropoxy)quinazoline 5 
4-(4-fluoro-2-methylindol-5-yloxy)-6-methoxY-7-((l-methylpiperidin-4- 
yl)methoxy)quinazoline, \ 

4-(4-nuoro-2-methylindol-5-yloxy)-6-methoxy-V(3-(4-methylpiperazin-l- 
yl)propoxy)quinazoline, \ 

4-(4-nuoroindol-5-yloxy)-6-methoxy-7-(2<l-methVlpiperidin-4-yl)ethoxy)quinazoline, 
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(2/?)-7-(2-hydroxy-3-(pyrrolidin- 1 -yl)propoxy)-4-(4-fluoro-2-methylindol-5-y!oxy)-6- 
methoxyauinazoline, and 

4-(4-fluor<^2-methylindol-5-yloxy)-6-metto 
yl)ethoxy)quinazoline, 
or a salt therei 



19. A compound according to claim 9 in the form of a pharmaceutical^ acceptable 



salt. 



20. A proems for the preparation of a compound of formula I or salt thereof which 
comprises: 

(a) the reaction of a con\pound of the formula III: 




(wherein R 2 and m are as defined in c\ 
compound of the formula IV: 



(III) 



.aim 1 and L 1 is a displaceable moiety), with a 



-(R)„ 



(IV) 



(wherein ring C, R\ Z and n are as defined in clairti 1); 

(b) a compound of formula I or a salt thereof Wherein at least one R 2 is R 5 X' wherein R 5 

is as defined in claim 1 and X 1 is -O-, -S-, -OC(O)- o\-NR 10 - (wherein R 10 independently 
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represent&hydrogen, C^alkyl or C I . 3 aIkoxyC 2 . 3 alkyl) may be prepared by the reaction of a 
compound bf the formula V: 




(V) 



(wherein ring C, Z, R 1 , R 2 aWl n are as defined in claim 1 and X 1 is as herein defined in this 
section and s is an integer frc^n 0 to 2) with a compound of formula VI: 



R 5 -L' 



(VI) 



(wherein R 5 is as defined in claim\l and L 1 is as herein defined); 

(c) a compound of the formula I or a salt thereof wherein at least one R 2 is R 5 X' wherein 

R 5 is as defined in claim 1 and X 1 is V)-, -S-, -OC(O)- or -NR 10 - (wherein R 10 represents 
hydrogen, C,. 3 alkyl or C I . 3 alkoxyC 2 _ 3 all^yl) may be prepared by the reaction of a compound of 
the formula VII: 



'N 

A. 



H 



with a compound of the formula VIII: 



(VII) 
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(wherein Rj, R 2 , R 5 , ring C, Z and n are as defined in claim 1 and L 1 , s and X' are as herein 
defined); \ 

(d) a compound of the formula I or a salt thereof wherein at least one R 2 is R S X' wherein 
X' is as defined iia claim 1 and R 5 is C,. 5 alkylR" 3 , wherein R" 3 is selected from one of the 
following nine groups: 

1) X l9 C,. 3 alkyl (wherein X 19 represents -O-, -S-, -SO r , -NR" 4 C(0)- or -NR" 5 SO r (wherein 
R IU and R" 5 which may be the same or different are each hydrogen, C,. 3 alkyl or C,. 3 alkoxyC 2 
3alkyl); \ 

2) NR 1 l6 R' 17 (wherein R 1 1 Vid R' 17 which may be the same or different are each hydrogen, C,_ 
,alkyl or C,. 3 alkoxyC 2 . 3 alkylV 

3) X 20 C,. 5 alkylX 5 R 22 (wherein^ 20 represents -O-, -S-, -S0 2 -, -NR" 8 C(0)-, -NR" 9 S0 2 - or - 
NR 120 - (wherein R" 8 , R" 9 , and^l^which may be the same or different are each hydrogen, C,_ 
,alkyl or C,. 3 alkoxyC 2 . 3 alkyl) ahd\X 5 and R 22 are as defined in claim 1); 

4) R 28 (wherein R 28 is as defined imclaim 1); 

5) X 2, R 29 (wherein X 21 represents -Ot, -S-, -S0 2 -, -NR ,2l C(0)-, -NR I22 S0 2 -, or -NR 123 - 
(wherein R 121 , R 122 , and R 123 which maV be the same or different are each hydrogen, C,. 3 alkyl 
or C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined in claim 1); and 

6) X 22 C,. 3 alkylR 29 (wherein X 22 represent -O-, -S-, -S0 2 -, -NR ,24 C(0)-, -NR ,25 S0 2 - or -NR 126 - 
(wherein R 124 , R 125 and R 126 each independently represents hydrogen, C^lkyl or 
C,. 3 alkoxyC 2 . 3 alkyl) and R 29 is as defined in Vlaim 1); 

7) R 29 (wherein R 29 is as defined in claim 1); \ 

8) X 22 C,^alkylR 28 (wherein X 22 and R 28 are as defined in claim 1); and 

9) R 54 (C,^alkyl) q (X 9 ) r R 55 (wherein q, r, X 9 , R 54 a\d R 55 are as defined in claim 1); 
may be prepared by reacting a compound of the formula IX: 
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(R)n 



(IX) 



(wherein X 1 , R 1 , R 2 , iW C, Z and n are as defined in claim land L 1 and s are as herein 
defined) with a compound of the formula X: 

,R m -H (X) 

(wherein R 113 is as defined herein); 

(e) a compound of the foknula I or a salt thereof wherein one or more of the 
substituents (R 2 ) m is representedV»A^<R I27 R I28 ? where one (and the other is hydrogen) or both 
of R 127 and R 128 are C,. 3 alkyl 5 mat Kfe effected by the reaction of compounds of formula I 
wherein the substituent (R 2 ) m is an amino group and an alkylating agent; or 

(f) a compound of the formula I or\a salt thereof wherein X 1 is -SO- or -S0 2 - may be 
prepared by oxidation from the corresponding compound in which X 1 is -S- or -SO-; 

and when a salt of a compound of formulas! is required, reaction of the compound obtained 
with an acid or base whereby to obtain the afesired salt. 

21 . A pharmaceutical composition which comprises as active ingredient a compound 
of formula I or a pharmaceutical ly acceptable saltythereof according to claim 9 in association 
with a pharmaceutical ly acceptable excipient or caftper. 



22. A method for producing an antiangiogenia and/or vascular permeability reducing 
effect in a warm-blooded animal in need of such treatment which comprises administering to 
said animal an effective amount of a compound of formu\a I as defined in claim 1 or a 
pharmaceutically acceptable salt thereof 



704?£ 



20 



m 



-341- 



add. 

fix 



23. A compound 4-flucnx>-5-hydroxy-2-methylindole or a salt thereof. 

24. A compound 4-fhion>-5-hydroxyindole or a salt thereof. 

25. A compound 6-fluoro-54iydroxy-2-methylindole or a salt thereof. 

26. A compound 6-fluoW»5-hydroxyindole or a salt thereof. 

27. A process for the preparation of 4-fluoTO-5-hydroxy-2-methylindole according 
to any one of those desc$$8d in Example 237. 



10 



28. A process for the preparation^of 4-fluoro-5-hydroxyindole as described 
in Example 242. 

15 29. A process for the preparation of 6-Xjuoro-5-hydroxyindole as described 

in Example 242. 



30. A process for the preparation of 6-fhic 
in Example 2S0. 



5-hydroxy-2-methylindole as described 




